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AB 5-Aminopyrazoles I (Rl = H, Me, Ph; R2 = H) were readily prepared via 
cyanation of a, 4 -dibromoacetophenone with sodium cyanide followed by 
heterocyclization of 4-bromo-a-cyanoacetophenone with the 
corresponding hydrazines. Pyrazole I (Rl = Ph; R2 = H) was further 
functional ized by reactions with acyl and sulfonyl halides, anhydrides 
isocyanates to give I (Rl = Ph; R2 = MeCO, PhCO, 4-MeC6H4S02, 
2-C1C6H4S02NHCO) . 
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DOCUMENT TYPE: Journal 
LANGUAGE: English 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The synthesis of the titled amino-ester I [Rl = Et; R2 = NH2(II)] is 

described and its hydrolysis and chloroacetylat ion led to the acid I (Rl = 
H; R2 = NH2) and acetamide I (Rl = Et; R2 = NHCOCH2C1) , which were 
cyclized to the pyrazolopyridones III (R = H) and III (R = CI) , resp. 
Condensation of II with 2 , 5-dimethoxytetrahydrofuran afforded the 
pyrrolylpyrazole I (Rl = Et; R2 = pyrrolo) , which underwent cyclization by 
action of PPA to give pyrazolopyrrolizine IV. Treating II with 
thiophosgene gave the pyrazolyl isothiocyanate I (Rl = Et; R2 = NCS) , 
which added aniline to yield the thiourea derivative I (Rl = Et; R2 = 
NHCSNHPh) , and cyclized to give pyrazolopyrimidinethiones V (R = H, NH2, 
Ph) . Condensation of II with formamide furnished pyrazolopyrimidine VI (R 
= H) , while with tri-Et orthof ormate produced the 

ethoxymethyleneaminopyrazole I (Rl = Et; R2 = N : CHOEt ) , which condensed 
with hydrazine to give the aminopyrazoloprimidine VI (R = NH2) . Reaction 
of II with Lawesson's reagent resulted in the pyrazolothiazaphosphinine 
VII. Also the cyclization reaction of the compound II with malononitrile 
and its mixts. with carbon disulfide, Ph isothiocyanate, or benzal.dehyde 
led to the formation of a variety of polyfunctional substituted 
pyrazolopyrimidines, pyrazolothiazine and pyrazolopyridine . 
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Structure-Activity Relationships of the p38a MAP 
Kinase Inhibitor 1- (5-tert-Butyl-2-p-tolyl-2H-pyrazol 
3-yl) -3- [4- (2-morpholin-4-yl-ethoxy)naph- 
thalen-l-yl]urea (BIRB 796) 

Regan, John; Capolino, Alison; Cirillo, Pier F. ; 
Gilmore, Thomas; Graham, Anne G. ; Hickey, Eugene; 
Kroe, Rachel R. ; Madwed, Jeffrey; Moriak, Monica; 
Nelson, Richard; Pargellis, Christopher A. ; Swinamer, 
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Alan; Torcellini, Carol; Tsang, Michele; Moss, Neil 
Department of Medicinal Chemistry, Boehringer 
Ingelheim Pharmaceuticals Research and Development 
Center, Ridgefield, CT, 06877, USA 
Journal of Medicinal Chemistry (2003), 46(22), 
4676-4686 

CODEN: JMCMAR; ISSN: 0022-2623 

American Chemical Society 
Journal 
English 

We report on the structure-activity relationships (SAR) of 
1- (5-tert-butyl-2-p-tolyl-2H-pyrazol-3-yl) -3- [4- (2-morpholin-4-yl- 
ethoxy) naphthalen-l-yl] urea (BIRB 796), an inhibitor of p38a MAP 
kinase which has advanced into human clin. trials for the treatment of 
autoimmune diseases. Thermal denaturation was used to establish mol . 
binding affinities for this class of p38a inhibitors. The tert-Bu 
group remains a critical binding element by occupying a lipophilic domain in 
the kinase which is exposed upon rearrangement of the activation loop. An 
aromatic ring attached to N-2 of the pyrazole nucleus provides important 
7T-CH2 interactions with the kinase. The role of groups attached 
through an ethoxy group to the 4 -position of the naphthalene and directed 
into the ATP-binding domain is elucidated. Pharmacophores with good 
hydrogen bonding potential, such as morpholine, pyridine, and imidazole, 
shift the melting temperature of p38a by 16-17° translating into Kd 
values of 50-100 pM. Finally, we describe several compds . that potently 
inhibit TNF-a production when dosed orally in mice. 
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Method for preparation of new N-substituted 
derivatives of 5-amino-l-phenylpyrazole, the 
derivatives, and their use as parasiticidal and/or 
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Bert rand, Guy; Romanenko, Vadim D. ; Raynier, Bernard; 

Derrieu, Guy 

Virbac SA, Fr. 
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Patent 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention provides new derivs . of 5-amino-l-phenylpyrazoles , 

specifically I [wherein: A, B = H, (a) cyclic alk(en/yn)yl (optionally 
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substituted by one or more halo, alkoxy, alkylthio, or alkoxycarbonyl) , 
halo, cyano, thiocyano, nitro, sulfamido, (di) alkylamino, aminocarbonyl , 
aminothiocarbonyl , (di) alkylaminocarbonyl , (di) alkylaminothiocarbonyl , 
alkylcarbonylamino, alkylthiocarbonylamino, S(0)nR [n = 0, 1, or 2, and R 
= (a)cyclic, (un) saturated (halo) alkyl] , Ph, phenylalkyl, or 4- to 7-membered 
heterocyclyl with 1-3 N/O/S/Si atom(s) ; Rl, R2 , R3, R4, and R5 = H, halo, 
(a) cyclic (un) saturated Cl-6 (halo) alkyl, (halo) alkoxy, or (halo) alkylthio; Z 

= -N:C:0, -N:C:S, -N:S:0, -NHC(:X)R6, -NHC ( : 0) XR6 , -NHC(:S)XR6, 

-NHC( :X)NR7R8; X = 0 or S ; R6 = (un) substituted (a) cyclic alk (en/yn) yl , 
Ph, phenylalkyl, or heterocyclyl; R7, R8 = H, groups given for R6, dimeric 
unit of I; also Z = -N:C:N- forming a dimer of I; or Z = (un) substituted 
1 , 2-thiazin-2-yl 1-oxide motif]. The invention also comprises processes 
for preparation of I from corresponding amines I [Z = NH2] , typically via 
reaction of the amines with phosgene, thiophosgene, or thionyl chloride, 
and optionally reaction of the resultant I [Z = isocyanato, 
isothiocyanato, or N-sulf inylamino (i.e., -N:S:0)]. Compds. I can be 
administered to vertebrates, particularly domesticated animals, either 
orally, topically, or parenterally . In general, I can be used to control 
both arthropods and nematodes which are parasites of both animals and 
plants, by application to either the hosts or their environments. Over 30 
specific compds. were claimed per se. Examples (23) include synthesis, 
and both agrochem. and pharmaceutical formulations. For instance, the 
amine precursor II [Z = NH2] reacted with phosgene in anhydrous PhMe in the 
presence of 2 equiv pyridine to give II [Z = isocyanato] in 95% yield. 
Reaction of this isocyanate with 3 , 5-bis ( trif luoromethyl ) aniline gave 
title compound III. Compds. I were against the stablefly Stomoxys 
calcitrans in a Petri dish experiment, at dosages of 0.1 to 30 ng/fly. An 
exemplary injectable contained 1% I, 30% Et oleate, and sesame oil qsp 
100%, and was sterilized by membrane filtration. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Pyrazole compds., e.g. I, as well as bis pyrazole-lH-pyrazole intermediate 
compds. e.g. II, were prepared The compds. are useful in pharmaceutic 
compns . for treating diseases or pathol . conditions involving inflammation 
such as chronic inflammatory diseases. All prepared compds. had IC50 < 10 
mM for inhibition of TNFa in lipopolysaccharide stimulated THP 
cells . 
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Pyrazole Urea-Based Inhibitors of p38 MAP Kinase: From 
Lead Compound to Clinical Candidate 
Regan, John; Breitfelder, Steffen; Cirillo, Pier; 
Gilmore, Thomas; Graham, Anne G. ; Hickey, Eugene; 
Klaus, Bernhard; Madwed, Jeffrey; Moriak", Monica; 
Moss, Neil; Pargellis, Chris; Pav, Sue; Proto, Alfred; 
Swinamer, Alan; Tong, Liang; Torcellini, Carol 
Research and Development Center, Department of 
Medicinal Chemistry, Boehringer Ingelheim 
Pharmaceuticals, Ridgefield, CT, 06877, USA 
Journal of Medicinal Chemistry (2002), 45(14), 
2994-3008 

CODEN: JMCMAR; ISSN: 0022-2623 
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PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE : Engl i sh 

AB We report on a series of N-pyrazole, N'-aryl ureas and their mode of 
binding to p38 mitogen activated protein kinase. Importantly, a key 
binding domain that is distinct from the ATP (ATP) binding site is exposed 
when the conserved activation loop, consisting in part of 
Aspl68-Phel69-Glyl70 , adopts a conformation permitting lipophilic and 
hydrogen bonding interactions between this class of inhibitors and the 
protein. We describe the correlation of the structure-activity 
relationships and crystallog. structures of these inhibitors with p38. In 
addition, we incorporated another binding pharmacophore that forms a hydrogen 
bond at the ATP binding site. This modification affords significant 
improvements in binding, cellular, and in vivo potencies resulting in the 
selection of Compound 45 (BIRB 796) as a clin. candidate for the treatment 
of inflammatory diseases. 
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A new and efficient approach to the synthesis of 
6-amidino-2-oxopurines 

Booth, Brian L. ; Cabral , Isabel M. ; Dias, Alice M . ; 
Freitas, A. Paula; Matos Beja, Ana M.; Proenca, M. 
Fernanda; Silva, Manuela Ramos 

Department of Chemistry, UMIST, Manchester, M60 1QD, 
UK 

Journal of the Chemical Society, Perkin Transactions 1 

(2001), (10), 1241-1251 

CODEN: JCSPCE; ISSN: 1472-7781 

Royal Society of Chemistry 

Journal 

English 
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R 




AB The reaction of 5 -amino-4 -cyanof ormimidoyl imidazoles I (R = H0CH2CH2 , 

4-MeOC6H4) with tosyl isocyanate proved to be a mild and efficient method 
for the synthesis of the corresponding 6-amidino-2-oxopurines II. These 
compds., which were isolated in almost quant, yield, rearrange in the 
presence of acetic acid-DMF to give a pyrimido [5, 4-d ] pyrimidin-2-one, 
e.g. III. The structure of compound III was confirmed by X-ray crystallog. 
The pathway for both reactions is discussed. Studies on the reactivity of 
tosyl isocyanate with imidazoles derived from I by selective acylation of 
the amino or imino nitrogen atoms, enabled clarification of the mechanism 
for purine formation. 
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CASREACT COPYRIGHT 2005 ACS on STN 
134 : 3.4 0456 CASREACT 
Synthesis of N-acyl derivatives of 
1 -phenyl -3 -methyl - 5 -aminopyrazol e 
Nam, N. L. ; Grandberg, I. I.; Sorokin, V. I. 
Kafedra Org. Khim. , Mosk. S-Kh. Akad. im. K. A. 
Timiryazeva, Moscow, Russia 

Izvestiya Timiryazevskoi Sel 1 skokhozyaistvennoi 

Akademii (2000), (1), 172-176 

CODEN: ITSAA7; ISSN: 0021-342X 

Izdatel ' stvo MSKhA 

Journal 

Russian 




NHR 



AB Aminopyrazole I (R = H) , prepared from PhNHNH2 • HC1 and MeC : NHCH2CN, 
was N-acylated to give pyrazoles I (R = MeCO, PhCO, 4-C1C6H4CO, 
4-BrC6H4CO, 4-MeC6H4S02, PhNHCO, PhNHCS) in 47-78% yields. 
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CAS REACT COPYRIGHT 2005 ACS on STN 
134:237742 CASREACT 

Synthesis of sugar-modified derivatives of the unusual 
nucleoside oxanosine and its carbocyclic analogs as 
potential inhibitors of HIV 

Saito, Yoshio; Nakamura, Mariko; Ohno, Tsuneya; 
Chaicharoenpong, Chanya; Ichikawa, Eiko; Yamamura, 
Shosuke; Kato, Kuniki; Umezawa, Kazuo 
Departments of Applied Chemistry and Chemistry, Keio 
University, Kohoku-ku, Yokohama, 223-0061, Japan 
Journal of the Chemical Society, Perkin Transactions 1 
(2001) , (3) , 298-304 
CODEN: JCSPCE; ISSN: 1472-7781 
Royal Society of Chemistry 
Journal 
English 

A series of sugar-modified derivs . of oxanosine -and its carbocyclic 
analogs were synthesized from natural oxanosine and (-)-2- 
azabicyclo[2 .2 . 1] hept-5-en-3 -one, resp. Among nucleosides tested for 
anti-HIV activities in vitro, oxanosine, its 5 * -monophosphate, and 
2 ' -deoxyoxanosine reduced the number of HIV particles in CEM- cells to almost 
the same level as ddl . 
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AB The title compds . [I; Arl = (un) substituted Ph, pyridinyl, pyrazolyl, 

etc.; Ar2 = (un) substituted Ph, naphthyl , quinolinyl, etc.; L = alkyiene 
wherein one or more methylene groups are optionally replaced by 0, N, or 
S, and substituted with 0-2 oxo groups and one or more alkyl, or L = 
cycloalkyl or cycloalkenyl optionally substituted with 1-2 oxo, 1-3 alkyl, 
alkoxy, alkylamino, etc., Q = (un) substituted Ph, naphthyl, pyridinyl, 
etc.; X = O, S] , useful in pharmaceutic compns . for treating diseases or 
pathol. conditions involving inflammation such as chronic inflammatory 
diseases (no data), were prepared E.g., a multi-step synthesis of the urea 
II was given. 
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CASREACT COPYRIGHT 2 005 ACS on STN 
120:324107 CASREACT 

A novel synthesis of oxanosine and 1-thiaguanosine 
Luk, Kin Chun; Moore, Douglas W.; Keith, Dennis D. 
Roche Res. Cent., Hoffmann-La Roche Inc., Nutley, NJ, 
07110, USA 

Tetrahedron Letters (1994), 35(7), 1007-10 
CODEN: TELEAY; ISSN: 0040-4039 

Journal 
English 




AB A novel total synthesis of oxanosine I (X = 0) has been developed. The 
key heterocycle forming reaction of this synthesis is the carbodiimide 
mediated dehydration and cyclization of an urea-acid derived from 
AICA-riboside. The same procedure was also applied to the synthesis of 
1-thiaguanosine I (X = S) . Antimicrobial activity of I against E. coli 
257 was completely reversed by guanosine (no data) . 
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Enantioselective synthesis of new analogs of 
neplanocin A and their biological activity 
Arita, Masafumi; Okumoto, Takeki; Saito, Tadamasa; 
Hoshino, Yukio; Fukukawa, Kiyofumi; Shuto, Satoshi; 
Tsujino, Masatoshi; Sakakibara, Hideo; Ohno, Masaji 
Res. Lab., Yoshitomi Pharm. Ind. , Ltd., Iruma, 358, 
Japan 

Carbohydrate Research (1987), 171, 233-58 
CODEN: CRBRAT; ISSN: 0008-6215 

Journal 
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AB Various carbocyclic nucleosides analogs of neplanocin A; such as 
5 -aminoimidazol e- 4 -carboxamide , r ibos ide , uridine , 5 - iodouridine , 
4 -thiouridine, cytidine, thymidine, 2 ' -deoxyguanosine, 
ribofuranosyl thymine, a 2 , 2 1 -anhydroderiv . , 2 ' -deoxycytidine, 
2 ' -deoxythiouridine, and D-arabinofuranosylcytosine analogs were prepared 
from (1R, 2S, 3R) -2 , 3-isopropylidenedioxy-4-methoxymethyloxymethyl-4- 
cyclopenten-l-ylamine (I). The cytidine analog was found the most active 
in inhibiting mouse lymphoma L5178Y cells in vitro at a concentration as low as 
0.8 p-g/mL. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Treatment of the putative methoxyacetylthioureido derivative I (R = COCH20Me) , 
which was prepared in 2 steps from 5-amino-l- (2 ' , 3 ' -O-isopropylidene-P- 
D-ribofuranosyl) imidazole-4 -carboxamide, with Hg(C104)2 in the presence of 
pyridine in THF at room temperature and then with NH3 -MeOH gives the ureido 
nitrile II (R = H) (III); treatment of I (R = H) with Hg2 + under the same 
conditions gives II (R = Ac) . When III is allowed to react with 
(Me2N)2C:NH and H20 in THF at room temperature, 2',3 ! -0- 

isopropylideneisoguanosine (IV) is obtained in high yield; however, when 
III is heated, under reflux, with Et3N in dioxane-water, 
5-amino-l- (2 ' , 3 ' -O-isopropylidene-P-D-ribofuranosyl ) imidazole-4- 
carbonitrile is obtained in good yield. 
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Novel and efficient synthesis of isoguanosine 
Chern, Ji Wang; Lee, Horng Yuh; Huang, Min; Shish, 
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Med. Lab., Natl. Def. Med. Cent., Taipei, Taiwan 
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AB Isoguanosine (I) was prepared by a one-pot reaction involving a condensation 
of 5-amino-l- (P-D-ribofuranosyl) imidazole-4-carboxamide (II) with 
benzoyl isothiocyanate, treatment of the resulting thiourea derivative with 
N,N, 1 -dicyclohexylcarbodiimide furnished imidazolecarbonitrile III which 
was then annulated with ethanolic ammonia to afford I in a 68% yield from 
II . 
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Synthesis of some new substituted sulfonylureas as 
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Husain, M . I.; Srivastava, V. P. 
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Indian Journal of Chemistry, Section B: Organic 
Chemistry Including Medicinal Chemistry (1986) , 
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Me 




Me III 



AB The title compds . , e.g. I (R = H, Me, MeO, AcNH) , II (Rl = 4-Me, 4-MeO, 
4 -CI, 4-N02) and III were prepared and their hypoglycemic activity 
evaluated. Some of these compds., when screened on albino rats at an oral 
dose of 250 mg/kg body weight, reduce the blood sugar to a significant 
extent . 

RX{36) OF 107 - REACTION DIAGRAM NOT AVAILABLE 



L3 ANSWER 16 OF 24 
ACCESSION NUMBER: 
TITLE: 



AUTHOR ( S ) : 

CORPORATE SOURCE: 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE : 

GI 



CASREACT COPYRIGHT 2 005 ACS on STN 
106:119838 CASREACT 

A new convenient synthesis of 1 , 6-diaryl-2- 
thioxoperhydro-4-pyrimidinones : reaction of 
3-phenyl-2-propenoyl isothiocyanate with aromatic and 
heteroaromat ic amines 

Hafez, Ebtisam Abdel Aziz; Elmoghayar, Mohamed Rifaat 

Hamza; Ramiz, Mahmoud Mohamed Mahfouz 

Fac. Sci., Cairo Univ., Giza, Egypt 

Liebigs Annalen der Chemie (1987), (1), 65-7 

CODEN: LACHDL; ISSN: 0170-2041 

Journal 

English 



10/074,895 




AB PhCH:CHCON:C:S was treated with RNH2 (R = Ph, p-02NC6H4, p-MeOC6H4 , Bu, 
PhCH2 , 1,3 -diphenyl - IH-pyrazol -5 -yl , 3 -phenyl - IH-pyrazol - 5 -yl , 
5-ethoxycarbonyl-4-methyl-2-thiazolyl) to give PhCH : CHCONHCSNHR ; which 
were cyclized by treatment with EtONa to give pyrimidinones I (R = Ph, 
p-02NC6H4, 1,3 -diphenyl -IH-pyrazol- 5 -yl) or thiazolotriazine II. 
PhCH : CHCON : C : S underwent cyclization with lH-tetrazol -5-amine to give the 
tetrazolotriazine III. 
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AB The treatment of 5- [1- (3-methoxycarbonyl) thioureido] -1- (P-D- 

ribofuranosyl) imidazole-4-carboxamide with N, N ' -dicyclohexylcarbodiimide 
in DMF gave 4 -cyano-5- [1- (3-methoxycarbonyl) -ureido] -1- (P-D- 
ribofuranosyl) imidazole (I). 
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AB 1 -Methyl isoguanosine (doridosine, I) was prepared by a one-pot reaction 
involving a condensation of 5-amino-l- (p-D-ribofuranosyl ) imidazole-4 - 
carboxamide (II) with Me isothiocyanate, treatment of the resulting 
thiourea derivative with DCC furnished 5- (3 -methyl -1-ureido) -1- (P-D- 
ribofuranosyl ) imidazole-4 -carbonitrile which was then annulated with 
ethanolic ammonia to furnish doridosine in a 68% yield from II. 



RX(1) OF 3 




N 



HO 



OH 




S 



L3 ANSWER 19 OF 24 
ACCESSION NUMBER: 
TITLE: 



CASREACT COPYRIGHT 2 005 ACS on STN 
104:149337 CASREACT 
Heterocyclic synthesis via a 1,3- 

dicyclohexylcarbodiimide-mediated cyclodesulfurative 
annulation reaction. New methodology for the 
preparation of guanos ine and guanos ine- type nucleoside 
analogs 

Groziak, Michael P.; Chern, Ji Wang; Townsend, Leroy 



AUTHOR (S) : 



10/074, 895 

B. 

CORPORATE SOURCE: Coll. Pharm. , Univ. Michigan, Ann Arbor, MI, 

48109-1065, USA 

SOURCE: Journal of Organic Chemistry (1986), 51(7), 1065-9 

CODEN: JOCEAH; ISSN: 0022-3263 
DOCUMENT TYPE: Journal 
LANGUAGE: English 
GI For diagram(s) , see printed CA Issue. 

AB Treatment of aminoribofuranosylimidazolecarboxamide (I, R = CONH2) with 
Me02CNCS followed by cyclodesulfurization with DCC furnished 
[ (methoxycarbonyl) ureido] ribofuranosylimidazolecarbonitrile (II, X = 0) . 
II (X = 0, 180) were also produced by hydrolysis of I (R = cyano) with 
H21802 and NH40H followed by amidation and cyclodesulfurization, under 
similar reaction conditions. Me 5-amino-l-P-D-ribofuranosylimidazole- 
4-carboximidate affords 6-methoxy-2- [ (methoxycarbonyl ) amino] -9-P-D- 
ribofuranosylpurine, which gives guanosine upon deprotection with Me3SiI . 
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II 



AB Cyclization of pyrazoles I (Rl, R2 = Me, Ph; X = -; CH2 # CH2CH2 , NAc , NMe) 
with RNCO (R = Ph, Et) gave 75-98% cycloalkapyrazolopyridines II (Z = 
NR1) . Similarly prepared were II (Z = 0) . 
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AB Tetrahydrobenzothiophenyliminophosphoranes I (R = C02Et, cyano) , 

heterocyclyliminophosphoranes II (X = CH, N; Rl = H, Ph, Me) and oxa- or 
thiacycloheptadienyliminophosphoranes III (XI = O, S; R2, R3, R4 = H, Me; 
R5 = C02Et / cyano ; R6 = C02Me, H) were prepared and their addition and 
cyclization reactions were studied. About 50 title pyrimidines were 
prepared 



RX(74) OF 133 - 2 STEPS 

Ph 




C-OEt 



O 



1_ 

2 



PPh3 



EtOH, PhNCO' 




OEt 



C-NHPh 



C-OEt 



65% 



L3 ANSWER 22 OF 
ACCESSION NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE: 
SOURCE : 



DOCUMENT TYPE: 

LANGUAGE : 

GI 



24 CASREACT COPYRIGHT 2005 ACS on STN 
87:201478 CASREACT 
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AB Several 4 , 5-disubst ituted 3 -chloro-1 , 2 , 4 -triazoles I (R = Ph, 2-MeOC6H4, 

2- , 3-, 4-MeC6H4; Rl = Ph, 2-MeOC6H4, 5-chloro-2 -thienyl , 3-pyridyl, 
4-MeC6H4) were prepared either by reaction of PC15/POC13 with the 
corresponding 3 -hydroxytriazoles or by the oxidative chlorination of the 
corresponding 3-mercaptotriazoles . The Cl was replaced by H, mercapto, 
aryloxy, and amino groups to give variously substituted s-triazoles. The 

3 - methyl sulfonyl analogs were prepared by the oxidation of the corresponding 
thioethers with KMn04 in HOAc and their reactivity studied. 
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AB The pyrazolopyrimidinediones I (R = H, Me, Cl , MeO; Rl = H, o-Me, m-Me, 

p-Me, o-MeO, o-Cl, m-Cl) were prepared by cyclization of EtOCH : C (CN) C02Et 
with p-RC6H4NHNH2 to give 1 -phenyl -5 -aminopyrazole-4 -carboxylates , which 
were treated with R1C6H4NC0 and the product ureido derivs . cyclized with 
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EtONa. At 200 mg/kg I (R = Me, Rl = m-Me) was antiinflammatory 
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Guanine (I) was synthesized by condensation of 5-amino-4- 
imidazolecarboxamide with BzNCS followed by methylation and ring closure. 
This method has also been applied to the synthesis of 2 , ,3 , -0- 
i sop ropy lideneguanosine from 5-amino-l- (2 , 3 -O-isopropylidene-P-D- 
ribofuranosyl ) -4 - imidazolecarboxamide . 
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